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=> d que L8 
LI 



STR 




1 2 / 
Gl— C 



N— G2 
4 3 



C 5 



' _ Jul a7^**-> 



0 <\ 



REP Gl=(2-3) CH2 
REP G2=(l-2) CH2 
NODE ATTRIBUTES: 
CONNECT IS E3 RC AT 4 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 5 

STEREO ATTRIBUTES^ NONE^ 
L3 
L4 
L5 
L7 



L8 



= > 
LI 



3559 SEA FILE=REGISTRY SSS FUL LI 

1448 SEA FILE=HCAPLUS ABB=ON PLU=ON 

69559 SEA FILE=HCAPLUS ABB=ON 

506 SEA FILE=HCAPLUS ABB = ON 

PAC OR PKT^ORJiauUS^ 
14 SEA "FILE=HCAPLUS ABB=ON 



PLU=ON 
PLU=ON 



FUNGICIDES+NT, PFT/CT 
L4 (L) (BAC OR ^C OS^OR^MA^OR 



L3 



PLU=ON L7 AND L5 



d que L10 



STR 



2/ 



C 5 



'Gl— C 



, N— G2 



5 

5 ( 



REP Gl=(2-3) CH2 
REP G2=(l-2) CH2 
NODE ATTRIBUTES: 
CONNECT IS E3 RC AT 4 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 



GRAPH ATTRIBUTES: 
RSPEC I 



COS C^^Jrh^ ^ ^ 
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NUMBER OF NODES IS 5 

STEREO ATTRIBUTES J, NONE sss pUL L1 

L10 



=> d que L12 
LI 



1 2 / 
Gl^C 



a N— G2 
4 3 



STR 

C 5 



REP Gl=(2-3) CH2 
REP G2=(l-2) CH2 
NODE ATTRIBUTES: 
CONNECT IS E3 RC AT 4 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 5 



STEREO ATTRIBUTES: ful LI 

» Te 8 » E SES3SS E£ SSS — *> 



= > S L8 OR L12 OR L21 > . ^ " 

L24 14 L8 OR L12 OR L21 S 
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LI 

1 2 / 
Gl— C 



N — G2 
4 3 



REP Gl=(2-3) CH2 
REP G2=(l-2) CH2 
NODE ATTRIBUTES: 
CONNECT IS E3 RC AT 4 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 5 



L13 STR • 



0H 4 n— G2 /TsOnflfc^Jl? 



I 7 6 / 3 A <■ 

Hy-CH2-C— CH n ^ nr V k<2-+^«~«> C-^f t*' C ~ 

Cb Me ° fl v ,1 \ 4*> kiw/ns 

12 10 - £«^)*-*- J 3 

REP Gl=(2-3) CH2 2~3 C <* ^ 2. - 3 , 

REP G2=(l-2) CH2 * Lt/ ,«At4J 

NODE ATTRIBUTES : bu^Tf; /H* /Vd> C *j cAf^ £C- 

„r> m Tvr*r tc El RC AT 4 



CONNECT IS E3 RC AT 
DEFAULT MLEVEL IS ATOM 
GGCAT IS MCY UNS AT 9 
GGCAT IS MCY UNS AT 12 
DEFAULT ECLEVEL IS LIMITED 

ECOUNT IS M2-X3 C M2-X3 N AT I \3 

ECOUNT IS E6 C AT 12 ^1^^- 

GRAPH ATTRIBUTES: *~ 
RSPEC I „ 1 *ii> 

NUMBER OF NODES IS 12 5 e*/*^ 

STEREO ATTRIBUTES: NONE ^£3 SSS FUL L13 

L1 ! B SEA FILE=HCAPLUS ABB=ON PLU=ON LIB 

7 SEA FILE=HCAPLUS ABB=ON PLU=ON L16ANDL5 



=> d que 119 

LI " STR 
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i y 

Gl— C 



N— G2 
4 3 



REP Gl-(2-3) CH2 

REP G2=(l-2) CH2 

NODE ATTRIBUTES: 

CONNECT IS E3 RC AT 4 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 5 



L11 ONYCHOMYCOSIS"-^, PFT/CT 



L13 



STR 

C 5 



i y 

Gl— C 

11 | | 

I 7 6 / 3 
Hy— CH2C— CH 
9 8 \ 

Cb Me 

12 10 



REP Gl=(2-3) CH2 
REP G2=(l-2) CH2 
NODE ATTRIBUTES: 
CONNECT IS E3 RC AT 4 
DEFAULT MLEVEL IS ATOM 
GGCAT IS MCY UNS AT 9 
GGCAT IS MCY UNS AT 12 
DEFAULT ECLEVEL IS LIMITED 
ECOUNT IS M2-X3 C M2-X3 N AT 
ECOUNT IS E6 C AT 12 



GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 12 



STEREO ATTRIBUTES: NONE Ry ^3 sss FUL L13 

W 8 Sa file=hcaplus abb=on plu=on lis 

" 6 q 1 SEA FILE=HCAPLUS ABB=ON PLU=ON L16 



=> d que 119 
LI 



STR 
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1 2 / 
Gl— C 



N — G2 
4 3 



REP Gl=(2-3) CH2 

REP G2=(l-2) CH2 

NODE ATTRIBUTES: 

CONNECT IS E3 RC AT 4 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS b 



STEREO -HM— — ' <« 
L11 ONYCHOMYCOSIS " +NT , PFT/CT 



L13 



STR 

C 5 



11 
OH 



i y 

Gl— C 



4 N— G2 
| 7 6 / 3 
Hy— CH2-C— CH 
9 8 \ 

Cb Me 
12 10 



REP Gl=(2-3) CH2 

REP G2=(l-2) CH2 

NODE ATTRIBUTES : 

CONNECT IS E3 RC AT 4 

DEFAULT MLEVEL IS ATOM 

GGCAT IS MCY UNS AT 9 

GGCAT IS MCY UNS AT 12 

DEFAULT ECLEVEL IS LIMITED 

ECOUNT IS M2-X3 C M2-X3 N AT 9 

ECOUNT IS E6 C AT 12 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 12 

STEREO ATTRIBUTES : NONE ^3 sss FUL L13 

s ! 5 ssssa as ss a - m 
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L26 ANSWER 1 OF 7 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) 



PATENT ASSIGNEE (S) 
SOURCE : 



HCAPLUS COPYRIGHT 2 003 ACS 
2002:39604 HCAPLUS 

Uretnanes'derived from azacycloalkanes thio and 

rtithio analogues, production and use thereof as 

2 3 eooxysquSen; ianosterol cyclase inhibitors 

Ma erHolana; Hurnaus, Rudolf; Mark -Michael; Exsele, 

Bernhard; Mueller, Peter; Schrlcher, Gebhard, 

Adelaoss, Gebhard 

Boeh?inger Ingelheim Pharma Kg, Germany 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION 



U.S. , 14 pp. 
CODEN: USXXAM 
Patent 
English 



irrwn DATE APPLICATION NO. DATE 
PATENT NO. KIND DATE 



US 6339096 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



Bl 20020115 



US 1999-275317 19990324 
US 1998-73027P P 19980129 
MARPAT 136:102293 



Rl-Q- 



N— C-Y-R 



AB 



IT 



RN 
CN 



Appr ox. 20 piperidine . 0, S; 

P-C1C6H4, p-FC6H4; Rl = p " ®^ s td methods and were tested as 

q = S , CO , CH2 , SO] were prepd by std^ metno ^ ^ ^ (r = R1 = 

^^^^^^^'r/S = S) 9 aga?nst Trichophyton mentagrophytes was 1 

.mu.g/mL. 

227100-35-8P 227100-75-6P (Synthetic preparation) ; 

<P Tepn i0 and phfrmlc" 8 ' activity of ^inomethylph.nylpip.tidinc 
carbamates) 

227100-35-8 HCAPLUS (dimethylamino) methyl] phenyl] methyl 

l-Piperidinecarbodithiozc add 4 "t^ [(dime tnyxa name) 
ene] , phenylmethyl ester, monohydrochloride 15K.U 
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HC1 



RN 227100-75-6 HCAP LUS (dime thylamino) methyl] phenyl] methyl 

CN ^jE^S*^ (9Cli H INDEX NAME) 



enej 



Ph- CH2-S-C' 




~^ CH2 — NMe2 



REFERENCE COUNT: 



11 



mrrppp are 11 CITED REFERENCES AVAILABLE FOR THIS 
RECORD ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION NUMBER 
DOCUMENT NUMBER 
TITLE : 



INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:900388 HCAPLUS 
MethcTrelated to steroid metabolism of parasites and 
SSSSSi ^^^^^^ cvclase 
pSsSch, Glenn D.; Buckner, Frederick S.; Hinshaw, 

University of Utah Research Foundation, USA 

PCT Int. Appl. / 24 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. KIND DATE 

WO~2000076316 Al S 0001 ^ 1 

W: AE , AG , AL, AM, AT, AU, 
CU, CZ, DE, DK, DM, DZ, 
ID, IL, IN, IS, JP/ KE, 
LV, MA, MD, MG, MK, MN, 
SG, SI, SK, SL, TJ, TM, 
ZW, AM, AZ, BY, KG, KZ , 
RW: GH, GM, KE, LS , MW, MZ , 
DE, DK, ES, FI, FR, GB, 
CF, CG, CI, CM, GA, GN, 
PRIORITY APPLN . INFO . : 



APPLICATION NO. DATE 



WO 20 
AZ, BA, BB, 
EE, ES, FI, 
KG, KP, KR, 
MW, MX, NO, 
TR, TT, TZ, 
MD, RU, TJ, 
SD, SL, SZ, 
GR, IE, IT, 
GW, ML, MR, 
US 1999- 
US 1999- 



00-US16709 
BG, BR, BY, 
GB, GD, GE, 
KZ, LC, LK, 
NZ, PL, PT, 
UA, UG, US, 
TM 

TZ, UG, ZW, 
LU, MC, NL, 
NE, SN, TD, 
139418P P 
140071P P 



20000616 
CA, CH, 
GH, GM, 
LR, LS, 
RO, RU, 
UZ, VN, 



AT, BE, 
PT, SE, 
TG 

19990616 
19990621 



CN, CR, 
HR, HU, 
LT, LU, 
SD, SE, 
YU, ZA, 

CH, CY, 
BF, BJ, 
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US 1999-140578P P 19990623 
-i^~o *-o thr field of microorganism metab. In one aspect, 
M S SSSS ate to parasite^ mycobacterial steroid compd. 

described . 

inhibitor) 

S JiJSwi™ 1- (Slorobenzoy 1 ) -4- [ [4- (4 , 5-dihydro-2- 
CN oia"oiyi)pheU] methylene]- (9CI) (CA INDEX NAME) 
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DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 
PATENT ASSIGNEE (S) 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



i THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS 

RECORD ALL CITATIONS AVAILABLE IN THE RE FORMAT 

HCAPLUS COPYRIGHT 2 003 ACS 
1999 :698077 HCAPLUS 

PyridylmeJhylphenyl derivatives as fungicides and 
pharmaceutical compositions containing the fungicides 
Takagi, Masae; Seibu, Tadayuki; Sano, Shmsuke 
Nippon Soda Co., Ltd., Japan 
jpn. Kokai Tokkyo Koho, 15 pp. 
CODEN: JKXXAF 
Patent 
Japanese 
1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



JP 11302172 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



A2 



19991102 



JP 1998-120018 19980414 
JP 1998-120018 19980414 
MARPAT 131:327524 
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N 




CK 2 - \ / " 



&B Pyridylmethylphenyl derivs. (I) [ X - 0, C ( : 0^ et c. ; Y = ^ ri = 

4-piperidylalkylene, ^J^^^jTs' fungicides and pharmaceutical 
halo, Cl-6 alkyl, Cl-6 alkoxy, n o ^ Ta blets were formulated contg. 

rT S lacr 0 se- 2 rc r.tarch S! "gluconate S, PVP 3 talc 2, and 
I 50, la cc o^ jty, be used as agr ochems. 

magnesium stearate l parrs. ± ~t „ 
IT 248244-79-3 248244-80-6 248244-81-7 

248244- 89-5 248244-90-8 248245-00-3 

248245- 01-4 248245-02-5 248245-10-5 

^l^il^t^pLny^^ivs 1 . a, f»n 9 icidas and pharmaceutical cc-pna. 
contg. the fungicides) 

~yl-4- [ [4- o-pyridiaylmathyDphaayll^ylena, - (SCI, 

(CA INDEX NAME) 



RN 
CN 




CH2 




RN 
CN 



24821 



P.pertdxne 6 l" <f cnlorobenzoyl , -4- [ [4- (3 -pyridinylmethyl)phenyl]methylene] 
(9CI) (CA INDEX NAME) 




CH2 




RN 
CN 



248244-81-7 HCAPLUS 
Piperidine, l- (4 -f luorobenz 
(9CI) (CA INDEX NAME) 



oyl) -4- [ [4- (3 -pyridinylmethyl) phenyl] methylene] 
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CH 




RN 248244-89-5 HCAPLUS 
CN Piperidine, l-(4-me 

(9CI) (CA INDEX NAME) 



thylbenzoyl) -4- [ [4- (3 -pyridinylmethyl) phenyl] methylene] 




Me 




N 



CH" 




RN 
CN 



P 4 ipe 4 r 4 idine 8 l" (t-Shoxybenzoyl) -4- [ [4- (3 -pyridinylmethyl) phenyl] methylene 
] - (9CI) (CA INDEX NAME) 



MeO 




CH 




CH2 




N 



RN 248245-00-3 HCAPLUS 

(9CI) (CA INDEX NAME) 



CN pJperidine^ l" (Jhenylsulf onyl, -4- [ [4- (3 -pyridinylmethyl) phenyl] methylene] 




N 



CH2 




0 

II 

S— Ph 



RN 248245-01-4 HCAPLUS ,. . „. „ 

Pioeridine, i- [ (4-chlorophenyl) sulfonyl] -4- [ [4- (3- 
pyrldiny^methyi) phenyl] methylene]- (9CI) (CA INDEX NAME) 



CN 
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RN 248245-02-5 HCAPLUS 

3 Piperidine, 1- [ <4-f luorophenyl) bu If onyl - 4 ^ 4 ^ BX NAME) 
pyridinylmethyl) phenyl] methylene]- (9CI) 1 LA 




5 HCAPLUS 

i - r (4-methylphenyl) sulfonyl] -4- L L4- (J- 
^rin^tiy^phSl] methylene] - (9CI) (CA INDEX NAME) 



RN 248245-10 
CN Piperidine 




CH2 




11-6 HCAPLUS 
, ip «^ine, l-[(4-methoxyphenyl) sulfonyl] -4- [[4-<3- 
pyridinylmethyl) phenyl] methylene]- (9CI) (CA INDEX NAME) 



RN 248245 
CN Piperidine 



MeO 
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INVENTOR (S) : 
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SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 



HCAPLUS COPYRIGHT 2003 ACS 
1999:659363 HCAPLUS 

Preparation of biocidal benzylbiphenyl derivatives 

MeeJpoS Lieven; Van Der Flaas, Mark Arthur Josepha; 

Van Der Veken, Louis Jozef Elisabeth; Heeres, Jan 

Janssen Pharmaceutica N.V., Belg- 

PCT Int. Appl. , 52 pp. 

CODEN: PIXXD2 

Patent 

English 
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FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 9951578 Al 19991014 WO 1999-EP2098 19990325 

W: AE, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, CA, CH, CN, CU, CZ, 

DE, DK, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, 

JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS , LT, LU, LV, MD, MG, MK, 

MN, MW, MX, NO, NZ, PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, 

TM, TR, TT, UA, UG, US, UZ, VN, YU, ZA, ZW, AM, AZ , BY, KG, KZ , 

MD, RU, TJ, TM 

RW: GH, GM, KE, LS , MW, SD, SL, SZ f UG, ZW, AT, BE, CH, CY, DE, DK, 

ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, CF, CG, 

CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 

CA 2326159 AA 19991014 CA 1999-2326159 19990325 

AU 9933325 Al 19991025 AU 1999-33325 19990325 

BR 9909344 A 20001212 BR 1999-9344 19990325 

EP 1066259 Al 20010110 EP 1999-914550 19990325 

R: AT, BE, CH, DE, DK, ES , FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 

IE, SI, LT, LV, FI, RO 

JP 2002510677 T2 20020409 JP 2000-542299 19990325 

US 6440440 Bl 20020827 US 2000-647015 20000922 

NO 2000004905 A 20000929 NO 2000-4905 20000929 

PRIORITY APPLN. INFO.: EP 1998-201043 A 19980402 

WO 1999-EP2098 W 19990325 

OTHER SOURCE(S): MARPAT 131:271485 
GI 




N N 



AB The title compds . I [dotted line is an optional bond; X is a direct bond 
when the dotted line represents a bond, or X is hydrogen or hydroxy, when 
the dotted line does not represent a bond; Rl, R2, R5 and R6 are each 
independently selected from hydrogen, halo, hydroxy, Cl-4alkyl, 
Cl-4alkyloxy, -S03H, etc.; R3 and R4 are each independently selected from 
hydrogen, halo, hydroxy, Cl-4alkyl, Cl-4alkyloxy , nitro, amino, cyano, 
trif luoromethyl, or trif luoromethoxy ; L is a radical of formula Q, Ql, 
etc.], biocides, were prepd. E.g., 4 - [ [ ( 1 , 1 1 -biphenyl) -4 -yl] {4 - 
f luorophenyl) methylene] (1, 1 ' -bipiperidine) dihydrochloride was prepd. 
Biocidal activities of I were tested toward bacteria, e.g. E. coli, and 
yeast . 

IT 245551-52-4P 245551-53-5P 245551-54-6P 
245551-55-7P 245551-56-8P 

RL: BAC (Biological activity or effector, except adverse); BSU 
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(Uses) 



tprepn. of biocidal benzylbiphenyl derivs.) 



CM 1 



CRN 245551-51-3 
CMF C2 9 H30 F2 N2 



F 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



^C0 2 H 



H0 2 C 



S ^-B^peridSri [[1,1' -biphenyl] -4-yl (4 -fluorophenyl) methylene] - , 
dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 

S -BlplperidSn ( [1,1' -biphenyl] -4-ylphenylmethylene) - , 

dihydrochloride (9CI) (CA INDEX NAME) 
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1 2 HC1 



RN 
CN 



2 x""Blp 5 ipIri~- 1 ,4-nuoroIl,!' -Mphenyll -4-yl,phenyl».thyl«ne) 



(9CI) (CA INDEX NAME) 




3 i 4 5"ilSKri™™- [ (4 • -f lucre [1, 1 - -biphenyl] -4-yl) phenylmethylene] - , 
^hydrochloride (9CI) (CA INDEX NAME) 
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HC1 

* THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS 

RECORD ALL CITATIONS AVAILABLE IN THE RE FORMAT 

7 HCAPLUS COPYRIGHT 2 0 03 ACS 
1999:388168 HCAPLUS 

131*44741 . j 

Urethanes derived from azacycloalkanes thio and 
dithio analogues, production and use thereof as 
2 3-epoxysqualene lanosterol cyclase inhibitors 
Maier Roland; Muller, Peter; Schilcher, Gebhard; 
Selgoss? Gebhard; Hurnaus, Rudolf; Mark, Michael; 
Eisele, Bernhard 
S ) : Boehringer Ingelheim Pharma KG, Germany 

PCT Int. Appl., 63 pp. 

CODEN: PIXXD2 

Patent 

German 
COUNT : 1 
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PATENT INFORMATION: 

PATENT NO. KIND DATE 



APPLICATION NO. DATE 



WO 9929669 

W: AL, AM, 
DK, EE, 
KG, KP, 
MX, NO, 
TT, UA, 
RW: GH, GM, 
FI, FR, 
CM, GA, 
DE 19754796 
CA 2309388 
AU 9917594 
BR 9813495 
EP 1060162 
EP 1060162 

R: AT, BE, 
IE, SI, 
EE 200000342 
JP 2001525397 
AT 234816 
ZA 9811262 
MX 200004622 
BG 104500 
NO 2000002967 
PRIORITY APPLN. INFO 

OTHER SOURCE (S) : 
GI 



Al 19990617 
AT, AU, AZ, BA, 
ES, FI, GB, GE, 
KR, KZ, LC, LK, 
NZ, PL, PT, RO, 
UG, UZ, VN, YU, 
KE, LS, MW, SD, 
GB, GR, IE, IT, 
GN, GW, ML, MR, 
Al 19990617 
AA 19990617 
Al 19990628 
A 20001010 
Al 20001220 
Bl 20030319 
CH, DE, DK, ES, 
LT, LV, FI, RO 
A 20010815 
T2 20011211 
E 20030415 
A 20000609 
A 20001110 
A 20010330 
A 20000809 



WO 1998-EP7965 
BB, BG, BR, BY, CA, CH, 
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-a X 
A I! 

Rl-Q ( N— C— Y— R 

J I 



AB Approx. 20 piperidine hydrochlorides [I, R = benzyl, Ph Prolyl, 

D-C1C6H4 P-FC6H4; Rl = p-Me2NC6H4, 4 -piperidinomethylphenyl ; X, Y = O, S, 
p C1C6H4 p *u>* , v ^ methQds and were tested as 

Lti^Sit^^ -S^iiSide.^ E.g., the MIC for I (R - benzyl Rl = 
p-Se2N?6H4 X = Y = Q = S) against Trichophyton mentagrophytes was 1 
.mu.g/mL. 

IT "7100-3 5" ^ activity or effector, except adverse) ; BSU 

mio!ogicai study, unclassified) ; SPN (Synthetic preparation) ; BIOL 
(Bioloqical study); PREP (Preparation) 

(Prepn. and Pharmacol, activity of aminomethylphenylpipendmo 

carbamates) 

S l-pipe;idinec~thioic acid, 4- [ [4- [ (dl-thg-d-o) J^M-"* 1 
ene] , phenylmethyl ester, monohydrochloride (9CI) (CA INDEX NAME) 
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4-(2~oxazolin-2-yl)benzylphosphonate which was condensed with 
l-tritvl-4-piperidone and the deprotected product acylated with 
,_r«nTr«rJv£l tn aive. after hydrogenation, title compd. II. The latter 



increased 


rat 


2 , 3-epoxysqualene plasma leve 


to 9.15 


.mu.g/mL at lmg/kg 
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RN 
CN 



161310-89-OP 161310-90-3P 161310-91-4P 

161310- 92-5P 161311-08-6P 161311-09-7P 

161311- 10-OP 161311-11-1P 173840-10-3P 



rI ^e tiological activity or effector, except adverse) ; BSU 

^Biologicai s?udy, unclassified) ; SPN (Synthetic preparation) ; THU 
therapeutic use); BIOL (Biological study) ; PREP (Preparation) ; USES 

(US (piepn of l-acyl-4- [ (heterocyclylphenyl) alkyl (idene) ] piperidines 
2T3-epoxysqualene-lanosterol cyclase inhibitors) 

Piperidine! i- U^chlorobenzoyl) -4- [ [4- (4 , 5-dihydro-2 - 
oxazoiyl) phenyl] methylene]- (9CI) (CA INDEX NAME) 



N — o 




CI 



RN 156635-06-2 HCAPLUS , 
S Piperidine, 1- (4-chlorobenzoyl) -4- [ [4- (4 ^-dihydro-2 
oxazolyl) phenyl] methylene]-, monohydrochloride (9CI 



) (CA INDEX NAME) 



N. 




°"*Q- 




CI 



HC1 



RN 
CN 



P^rid^ne! I" [ (4-chlorophenyl) sulfonyl] -4- [ [4- (4 5-dihydro-2- 
oxazoiyi)phenyl]methylene]- (9CI) (CA INDEX NAME) 




CH= 0 I' 
k_/N— S 




CI 



RN 



156635-08-4 HCAPLUS 
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ibenzi 

yllphenyl] methylene] - (9CI) 



CN Piperidine, 1- (4-chlorobenzoyl) -4- [ [4- (5, 6-dihydro-4H-l, 3-oxazin-2- 
CN f^^tn^thvlene]- (9CI) (CA INDEX NAME) 




CN P'iper'idine 5 l" (f cflorobenzoyl ) -4- [ [4- (4 , 5-dihydro-4 , 4-dimethyl-2- 
CN oi^lyi)pheny{?methylene] - (9CI) (CA INDEX NAME) 



Me 



Me 





CI 



S SSdine 8 1- (fchLrobenzoyl ) -4- [ [4- (4 , 5-dihydro-2 • 
C tniazoW phenyl] methylene]- (9CI) (CA INDEX NAME) 




CH 





Cl 



*" P^erid^! -4- [ [4- (4, 5-dihydro-5-methyl-2- 



CN 



o^oiyi^henyUmethJiene] -/ (R) - (9CI, (CA INDEX NAME) 



Absolute stereochemistry. 




Me 



RN 156635-12-0 HCAPLUS 
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Absolute stereochemistry. 




oxazolyl^ptaenyl] methylene! - (9CI) (CA INDEX HAME) 



, N, 



Me 



Me 




CH= 0 I' 




CI 



RN 156635-14-2 HCAPLUS 

ptj Pineridine 1- [ (4 -chlorophenyl) sulfonyl] -4 -[ [4 - 
° N y^heny'methylene] - (9CI) (CA INDEX NAME) 



(4 , 5-dihydro-lH-imidazol-2- 




Cl 



RN 156635-15-3 HCAPLUS 

CN Piperidine, 1- [ (4 -chlorophenyl) sulfonyl] -4^ ^ ^ 



[ [4- (4,5-dihydro-l-methyl-lH- 



imidazol-2-yl)phenyl]methylene] - (9CI) 
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CH=| 



0 

II 

N S 

II 




CI 



CN PipSdine 4 1 H U- chlorobenzoyl) -4- [ [4- (4 , 5-dihydro-4-methyl-2- 
o^lolyV phenyl] methylene]-, (S) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




S Serine 5 l" (fchlorobenzoyl) -4- [ [4- (4 , 5-dinydro-4- m ethyl-2- 
° N ot^ownnhenvi] methylene]-, (R) - (9CI) (CA INDEX NAME) 



oxazoly 1 ) phenyl ] methyle 
Absolute stereochemistry. 




5 Pipefid";? iTchlorobenzoyl) -4- , 14- (4. s-dihydro-S-ph.nyl-2- 
oiKolyl^henyl] methylene]- (9CI) (CA INDEX NAME) 




S Pi P " 5 idi„;: ^chlorobenzoyl) -4- I [4- ,5 - 1 <diethyl>n,i„o, .ethyl] -4,5- 
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Et2N- CH2 



CI 



RN 156635-20-0 HCAPLUS 

CN Piperidine, 1- (4-chlorobenzoyl) -4- [ [4- [4 ,J5 -dihydro-4 - (hydroxymethyl) 
oxazolyl] phenyl] methylene] - (9CI) 



(CA INDEX NAME) 



HO- CH2 





CI 



RN 156635-21-1 HCAPLUS 

CN Piperidine, 1- (4-chlorobenzoyl) -4- [1- ^ - ^^5 - dihydro - 2 - 
oxazolyl) phenyl] ethylidene] 



(9CI) (CA INDEX NAME) 



0 




Me 

I 

C- 




N- 




Cl 



RN 156635-22-2 HCAPLUS 

CN Piperidine, 1- (4 -chlorobenzoyl)^-4 - [ [4 - (4 '5-dihydro-4 -phenyl-2 - 
oxazolyl ) phenyl ] methylene ] 

Absolute stereochemistry. 



(R) - (9CI) (CA INDEX NAME) 




RN 156635-23-3 HCAPLUS 

CN Piperidine, 1- (4 -chlorobenzoyl) 



-4- [ [4- [4, 5-dihydro-4- (phenylmethyl) 
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RN 156635-24-4 HCAPLUS rU-U 5 -dihydro-4 - (phenylmethyl) -2 - 

CN Piperidine, 1- (4-chlorobenz oyl)- 4- [4 f nya P 

lyl] phenyl] methylene] -, (S) - (9CI) ^ A 



oxazoJ 



Absolute stereochemistry. 



Ph 




RN 156635-25-5 HCAPLUS [ , [4 _ [ (4 _ c hlorophenyl) methyl] -4,5 

CN Piperidine, 1- (4 -chlorobenzoyl) 4 [[4 4 L INDEX NAME) 



CN Pipe 

dihydro-2-oxazo 



tyirpnenril Xylene]- (9CI, (CA INDEX NAME) 



CI 




N 



CH2 




CH- 




N- 




Cl 



RN 
CN 



156635-26-6 HCAPLUS n A f[ . [4 5 _ d i h vdro-4 - [2 - (methylthio) ethyl] 

Piperidine, 1- (4 -chlorobenzoyl -4- ^"^'^f^E 
2 -oxazolyl] phenyl] methylene]- (9CI) (CA INDEX NAMbj 



MeS- CH2- CH2 




S MS™! 4~ , s -aihydro-i-oxazolyUph.nyl! ^thyiene, ,4- 
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N. 




CK 




N" 




Me 



3 Piperldin.%™, 5 -dihyd^ 
'"' phenylpropyll- (SCI) ( CA INDEX NAME ) 




CH=0^ 



C- CH2~CH2-Ph 



S EiSe! i™=hlorop„e»yl> -I-xo-^ropenyl, -4- [ ,4 - (4 . s-dihydrc-2- 



oxizolyllphenyllmethylenel- (9CI) (CA INDEX HAME) 



0 




Cff 




N C- CH= CH j^J^ 



CI 



S PIP«idine! 4^-'(^4-'(4, 5 -dihydro-2-oxazolyl) phenyl] methylene) -1- (1-cxohexyl. 
(9CI) (CA INDEX NAME) 




-Of 




C- (CH2)4~Me 



S Piperidin;! 4^- (4,5 -dihydro-2-oxazolyl) phenyl] methylene] -1- (2,2- 
dimethyl-l-oxopropyl)- (9CI) (CA INDEX NAME) 
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0 

II 

. C-Bu-t 



N 



RN 156635-33-5 HCAPLUS 
CN Piperidine, 1- (cyclohexylcarbonyl) 
oxazolyl) phenyl] methylene] - (9CI) 



■4- [ [4- (4, 5-dihydro-2 
(CA INDEX NAME) 




RN 156635-36-8 HCAPLUS 

CN Piperidine, 4- [ [4- (4 , 5 -dihydro- 2 -oxazolyl) phenyl] methylene] -1- [4- 
(trifluoromethyl) benzoyl] - (9CI) (CA INDEX NAME) 




RN 156635-37-9 HCAPLUS 

CN Piperidine, 4- [ [4 - (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- (1- 
oxooctadecyl) - (9CI) (CA INDEX NAME) 




C~ (CH2) 16"" Me 



RN 156635-38-0 HCAPLUS , 
CN Piperidine, 1- (cyclopropylcarbonyl) -4- [ [4-j4 , 5-dinydro-2 - 
oxazolyl) phenyl] methylene] - (9CI) 



(CA INDEX NAME) 
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156635-39-1 HCAPLUS . 7fw1) _ 4 _ r [4 _ ( 4 , 5 -dihydro-2 - 

Piperidine, 1- (^-chloro-S-methylbenzoyl) ^ ^ 



RN 

oxazolyl) phenyl] methylene] - (9CI) 




RN 
CN 



156635 ,tne 4 i^nTdichlorophenyl) acetyl] -4- [ [4- (4, 5 -dihydro-2 - 

•ridine, 1 lj 3 <* a *j~", ^ qci t (CA INDEX NAME 
oxazolyl) phenyl] methylene] - (9CI) iu* 



Pipei 




N C- CH2 




H< iu- I j4,5-dihydro-2-oxazolyl)phenyl]methylene] 



RN 156635-41-5 



-l-(4- 




RN 
CN 



156635-42-6 HCAPLUS 



• -Ait* i f(5-chloro-2-thienyl carbonyl] -4 
Piperidine, 1 115 cnioro j 
oxazolyl) phenyl] methylene] - (9CU ^ " 



[ [(4,5-dihydro-2- 
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RN 156635-43-7 HCAPLl* ^ _ dihydiQ _ 2 _ oxazolyl) pheny i] methylene] -1- (2- 



CN Piperidine, 4- [[4 

naphthalenylacetyl) - (9CI) 



(CA INDEX NAME) 




CH 2 - 




RN 15663 5-44-8 HCAPLUS . 
CN IH-Azepine, 1- (4 -chlorobenzoyl) -4- [ [4 - (4,5 -^ydro-2 - 
oxazolyl) phenyl] methylene] hexahydro- 



(9CI) (CA INDEX NAME) 




S ^pfr 5 ia5';?4 H [iI L U, 5 -aih y aro- 2 -o x .zclyl,phe„yl]„«h y l e »..- 1 - 
pentynyl)- (9CI) (CA INDEX NAME) 



(l-oxo-4- 




C- CH2-CH2" 



:CH 



5 p""id"e:4 H ^-"4. 5 -aih y d,ro- 2 -o^o 1 yl»phe„yl ] »ethylene ] - 1 -< 1 -oxo-4. 
phenyl-3-butenyl) - (SCI) (CA INDEX NAME) 




C- CH2~ CH= CH- Ph 
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161310-71-0 HCAPLUS 

Piperidine, 1- (4-chlorobenzoyl) -3- t [4- - 
oxazolyl) phenyl] methylene] 



(9CI) (CA INDEX NAME) 




161310-73-2 HCAPLUS 

Piperidine, 4- [ [4- (4 , 5 -dihydro -2 -oxazolyl) phenyl] me thylei 
naphthalenylcarbonyl ) - ( 9CI ) 



(CA INDEX NAME) 
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RN 161310-74-3 HCAPLUS 

CN Piperidine, 1- ( 3 , 4 -dif luorobenzoyl) -4- [ [4- (4 , 5 -dihydro-2 - 
oxazolyl) phenyl] methylene]- (9CI) (CA INDEX NAME) 




CN Piperidine! l-^S-biB (trif luoromethyl) benzoyl] -4- [ [4- (4 # 5 -dihydro-2 - 
oxazolyl) phenyl] methylene] - (9CI) 



(CA INDEX NAME) 




RN 161310-76-5 HCAPLUS 

CN Piperidine, 1- (4 -cyanobenzoyl) -4- [ [4- (4 , 5-dihydro- 
oxazolyl) phenyl] methylene]- (9CI) (CA INDEX NAME) 
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RN 161310-77-6 HCAPLUS 

CN Piperidine, 4- [ [4- (4 , 5-dihydro-2 -oxazolyl) phenyl] methylene] -1- (2- 
naphthalenylcarbonyl) - (9CI) (CA INDEX NAME) 




RN 161310-78-7 HCAPLUS 

CN Piperidine, 4- [ [4- (4 , 5 -dihydro -2 -oxazolyl) phenyl] methylene] -1- [2- 
(trifluoromethyl) benzoyl] - (9CI) (CA INDEX NAME) 




RN 161310-79-8 HCAPLUS 

CN Piperidine, 1- (3 , 4 -dichlorobenzoyl ) -4- [ [4- (4 , 5-dihydro-2 - 
oxazolyl) phenyl] methylene] - (9CI) (CA INDEX NAME) 



CI 




RN 161310-80-1 HCAPLUS 

CN Piperidine, 4- [ [4 - (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- [ (4-fluoro-l- 
naphthalenyl) carbonyl] - (9CI) (CA INDEX NAME) 



Searched by Thorn Larson, STIC, 308-7309 



K. C. Srivastava; 10/031,929 



Page 34 




PAGE 2 -A 



RN 161310-81-2 HCAPLUS 

CN Piperidine, 4- [ [4 - (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- 
(pentafluorobenzoyl) - (9CI) (CA INDEX NAME) 




RN 161310-82-3 HCAPLUS 

CN Piperidine, l-benzoyl-4 - [ [4 - (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] 
(9CI) (CA INDEX NAME) 
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RN 161310-83-4 HCAPLUS 

CN Piperidine, 4 - [ [4- (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- [4- 
(methylsulfonyl ) benzoyl] - (9CI) (CA INDEX NAME) 




O 



RN 161310-84-5 HCAPLUS 

CN Piperidine, 4- [ [4- (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- [4- (1,1- 
dimethylethyl) benzoyl] - (9CI) (CA INDEX NAME) 




Bu-t 



RN 161310-85-6 HCAPLUS 

CN Piperidine, 4- [ [4- (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- [3- 
(trifluoromethyl) benzoyl] - (9CI) (CA INDEX NAME) 




RN 161310-86-7 HCAPLUS 

CN Piperidine, 1- (3 -chlorobenzoyl ) -4- [ [4- (4 , 5-dihydro-2- 
oxazolyl) phenyl] methylene] - (9CI) (CA INDEX NAME) 
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RN 161310-87-8 HCAPLUS 

CN Piperidine, 4- [ [4- (4 , 5 -dihydro- 2 -oxazolyl) phenyl] methylene] -1- 
methoxybenzoyl) - (9CI) (CA INDEX NAME) 



(4- 




OMe 



RN 161310-88-9 HCAPLUS 

CN Piperidine, 1- (2 , 5-dif luorobenzoyl) -4- [ [4- (4 , 5 -dihydro-2 - 
oxazolyl) phenyl] methylene] - (9CI) (CA INDEX NAME) 




RN 161310-89-0 HCAPLUS 

CN Piperidine, 1- (4 -bromobenzoyl ) -4- [ [4- (4 , 5 -dihydro-2 - 
oxazolyl) phenyl] methylene] - (9CI) (CA INDEX NAME) 




Br 



RN 161310-90-3 HCAPLUS 

CN Piperidine, 4- [[4- (4 , 5 -dihydro-2 -oxazolyl) phenyl] methylene] -1- [(1,2,3,4- 
tetrahydro-2-naphthalenyl)carbonyl] - (9CI) (CA INDEX NAME) 
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RN 161310-92-5 HCAPLUS 

CN Piperidine, 1- [ (4 -chlorophenyl ) acetyl] -4- [ [4- (4 , 5 -dihydro-2 - 
oxazolyl) phenyl] methylene] - (9CI) (CA INDEX NAME) 




RN 161311-08-6 HCAPLUS 

CN Piperidine, 1- (4 -chlorobenzoyl) -4- [ [4- (4 , 5 -dihydro-2 -oxazolyl ) -2- 
fluorophenyl] methylene] - (9CI) (CA INDEX NAME) 




RN 161311-09-7 HCAPLUS 

CN Piperidine, 1- (4 -chlorobenzoyl ) -4- [ [4 - (4 , 5-dihydro-2 -oxazolyl) -3- 
methylphenyl] methylene] - (9CI) (CA INDEX NAME) 
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RN 161311-11-1 HCAPLUS 

CN Piperidine, 1- (4-chlorobenzoyl) ~4- [ [4- (4 , 5 -dihydro-2 -oxazolyl) -2- 
methoxyphenyl] methylene] - (9CI) (CA INDEX NAME) 




RN 173840-10-3 HCAPLUS 

CN Piperidine, 1- (4-chlorobenzoyl) -4- [ [4- [4 , 5 -dihydro-4 - (1-methylpropyl) -2- 
oxazolyl] phenyl] methylene] [S-(R*,R*)1- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CI 



RN 173840-11-4 HCAPLUS 

CN Pyrrolidine, 1- (4-chlorobenzoyl) -3- [ [4- (4, 5-dihydro-2- 
oxazolyl) phenyl] methylene] - (9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 2002:908455 HCAPLUS 

TITLE : Therapeutic efficacy of topically applied KP-103 

against experimental tinea unguium in guinea pigs in 
comparison with amorolfine and terbinafine 

AUTHOR(S): Tatsumi, Yoshiyuki; Yokoo, Mamoru; Senda, Hisato; 

Kakehi, Kazuaki 

CORPORATE SOURCE: Central Research Laboratories, Kaken Pharmaceutical 

Co., Ltd., Kyoto, 607-8042, Japan 
SOURCE: Antimicrobial Agents and Chemotherapy (2002), 46(12), 

3797-3801 

CODEN: AMACCQ; ISSN: 0066-4804 
PUBLISHER: American Society for Microbiology 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The therapeutic efficacy of KP-103, a novel topical triazole, in a guinea 
pig tinea unguium model was investigated. Exptl . tinea unguium and tinea 
pedis were produced by inoculation of Trichophyton mentagrophytes SM-110 
between the toes of the hind paw of guinea pigs. One percent soln. (0.1 
mL) of KP-103, amorolfine, or terbinafine was topically applied to the 
nails and whole sole of an infected foot once daily for 30 consecutive 
days, and terbinafine was also orally administered at a daily dose of 40 
mg/kg of body wt . for 3 0 consecutive days, starting on day 60 
postinfection. The fungal burdens of nails and plantar skin were assessed 
using a new method, which makes it possible to recover infecting fungi by 
removing a carryover of the drug remaining in the treated tissues into the 
culture medium. Topically applied KP-103 inhibited the development of 
nail collapse, significantly reduced the fungal burden of the nails, and 
sterilized the infected plantar skin. On the other hand, topical 
amorolfine and topical or oral terbinafine were ineffective for tinea 
unguium, although these drugs eradicated or reduced the fungal burden of 
plantar skin. The in vitro activities of amorolfine and terbinafine 
against T. mentagrophytes SM-110 were 8- and 32-fold, resp., decreased by 
the addn. of 5% keratin to Sabouraud dextrose broth medium. In contrast, 
the activity of KP-103 was not affected by keratin because its keratin 
affinity is lower than those of the ref . drugs, suggesting that KP-103 
largely exists in the nails as an active form that was not bound to 
keratin and diffuses in the nail without being trapped by keratin. The 
effectiveness of KP-103 against tinea unguium is probably due to its 
favorable pharmacokinetic properties in the nails together with its potent 
antifungal activity. 

IT INDEXING IN PROGRESS 

IT 164650-44-6 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ; USES (Uses) 

(KP-103 against exptl. tinea unguium in guinea pigs in comparison with 
amorolfine and terbinafine) 
RN 164650-44-6 HCAPLUS 

CN 1 - Piper idinee thanol , . alpha . - ( 2 , 4 - di f luorophenyl ) - . beta . -methyl - 4 - 

methylene- .alpha. - (1H-1, 2 , 4-triazol-l-ylmethyl) -, ( .alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



Searched by Thorn Larson, STIC) 308-7309 



K. C. Srivastava; 10/031,929 



Page 




CH2 



REFERENCE COUNT: 



31 THERE ARE 31 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L2 5 ANSWER 2 OF 7 
ACCESSION NUMBER : 
DOCUMENT NUMBER: 
TITLE : 



AUTHOR (S) : 

CORPORATE SOURCE: 

SOURCE : 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 



IT 



HCAPLUS COPYRIGHT 2 003 ACS 
2002 : 639546 HCAPLUS 
138:198163 

In vivo fungicidal effect of KP-103 in a guinea pig 
model of interdigital tinea pedis determined by using 
a new method for removing the antimycotic carryover 
effect 

Tatsumi, Yoshiyuki; Yokoo, Mamoru; Anka, Tadashi; 
Yamaguchi, Hideyo 

Central Research Laboratories, Kaken Pharmaceutical 
Co., Ltd., Kyoto, Kyoto, 607-8042, Japan 
Microbiology and Immunology (2002), 46(7), 433-439 
CODEN: MIIMDV; ISSN: 0385-5600 
Center for Academic Publications Japan 
Journal 

auu* English nn 

We developed a new technique for culture study that successfully recovers 
funqi from drug- treated skin tissues, in which tissue specimens were 
homogenized, dialyzed against water, digested with trypsin and then 
washed with PBS, to eliminate the drug that remaining in the skin tissue 
specimens. With this modified culture method, we reevaluated the efficacy 
of KP-103, neticonazole, and lanoconazole in a guinea pig interdigital 
tinea pedis model. Guinea pigs with tinea pedis were topically treated 
with a 1% soln. of KP-103 or a ref . drug once a day for 10 consecutive 
days Five days after the last treatment, left and right feet were 
subjected to culture study by the conventional and modified recovery 
culture methods, resp. One hundred percent (20/20) ° f 

lanoconazole-treated feet were judged as culture-neg. by the conventional 
culture method, but 85% (17/20) of the feet were shown to be culture-pos. 
when the modified recovery culture method was used. KP-103 achieved high 
rates of culture-neg. rates, 95% (19/20) and 85% (17/20), in both 
conventional and modified culture methods, resp. Furthermore on day-30 
posttreatment, KP-103 sterilized 14 of the 20 inf ected f eet whereas 
neticonazole and lanoconazole were not effective even in reducing fungal 
burden KP-103 proved to be highly effective in achieving mycol . cure and 
preventing relapse against tinea pedis presumably because of its good 
bioavailability in the skin based on its low keratin-af f inity , along with 
its potent antifungal activity. 

164650-44-6, KP 103 ot^t 
RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ; USES (Uses) 
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(KP 103; KP-103 antifungal effects in a guinea pig model of 
interdigital tinea pedis) 
RN 164650-44-6 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) - .beta. -methyl -4- 

methylene- .alpha. - (1H-1, 2 , 4 -triazol- 1-ylmethyl) -, ( .alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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DOCUMENT NUMBER: 138:198162 

TITLE : KP-103, a novel triazole derivative, is effective in 

preventing relapse and successfully treating 
experimental interdigital tinea pedis and tinea 
corporis in guinea pigs 

Tatsumi, Yoshiyuki; Yokoo, Mamoru; Arika, Tadashi; 
Yamaguchi, Hideyo 

Central Research Laboratories, Kaken Pharmaceutical 
Co., Ltd., Kyoto, Kyoto, 607-8042, Japan 
Microbiology and Immunology (2002), 46(7), 425-432 
CODEN: MIIMDV; ISSN: 0385-5600 
Center for Academic Publications Japan 
Journal 
English 

The therapeutic efficacy of KP-103, a triazole deriv., for 10 guinea pigs 
with interdigital tinea pedis or tinea corporis was investigated. Topical 
KP-103 soln. (0.25 to 1%) was dose-dependently effective in treating both 
dermatophytoses. A 1% KP-103 -treatment rendered all infected skins 
culture-neg. on day-2 posttreatment . A high neg. -culture rate was 
obtained with 1% solns . of butenafine and lanoconazole but not with 1% 
neticonazole soln. The follow up study performed on day-30 and day-9 
posttreatment demonstrated that the relapse rates for 1% KP-103 -treated 
animals with tinea pedis and for those with tinea corporis were 20 and 
30%, resp., and that these values were the same as those for 1% 
butenaf ine-treated animals, but lower than those for 1% 

lanoconazole-treated animals (55 and 80%, resp.). When a single dose of 
1% KP-103 was applied to the back skin 48 h before fungal inoculation, 9 
of the 10 animals were protected from the dermatophytosis , suggesting that 
active KP-103 is retained in skin tissue for at least 48 h after dosing. 
Moreover, it was suggested that KP-103 retains a high activity in the 
horny layer because of its lower keratin-affinity. The effectiveness of 
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KP-103 against dermatophytes es may be due to the favorable pharmacokinetic 
properties in the skin tissues, together with its potent antifungal 
activity. 

IT 164650-44-6, KP 103 . nTm 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(KP 103; antifungal activity of triazole deriv. KP-103) 
RN 164650-44-6 HCAPLUS 

1-Piperidineethanol, . alpha .- (2 , 4 -dif luorophenyl) - .beta -methyl-4 - 
methylene -. alpha. - (1H-1 ,2, 4 -triazol-l-ylmethyl) - , (. alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 



CN 



Absolute stereochemistry. Rotation (-) 
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In vitro antifungal activity of KP-103, a novel 
triazole derivative, and its therapeutic efficacy 
against experimental plantar tinea pedis and cutaneous 
candidiasis in guinea pigs 

Tatsumi, Yoshiyuki; Yokoo, Mamoru; Arika, Tadashi; 
Yamaguchi, Hideyo 

Central Research Laboratories, Kaken Pharmaceutical 
Co., Ltd., Kyoto, 607-8042, Japan 
Antimicrobial Agents and Chemotherapy 
1493-1499 

CODEN: AMACCQ; ISSN: 0066-4804 
American Society for Microbiology 
Journal 
English 

The in vitro activity of KP-103, a novel triazole deriv. 
pathogenic fungi that cause dermatomycoses and its therapeutic efficacy 
against plantar tinea pedis and cutaneous candidiasis m guinea pigs were 
investigated. MICs were detd. by a broth microdilution method with 
morpholinepropanesulfonic acid-buffered RPMI 1640 ^ dl ^ m / or a ^ n ^ n aQar 
species and with Sabouraud dextrose broth for dermatophytes and by an agar 
diln. method with medium C for Malassezia furfur. KP-103 was the most 
active of all the drugs tested against Candida albicans (geometric mean 
[GM] MIC, 0.002 .mu.g/mL), other Candida species including Candida 
parapsilosis and Candida glabrata (GM MICs, 0.0039 to 0.0442 .mu.g/mL), 
and M. furfur (GM MIC, 0.025 .mu.g/mL). KP-103 (1% soln.) was highly 



against 
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effective as a treatment for guinea pigs with cutaneous candidiasis and 
achieved mycol. eradication in 8 of the 10 infected animals, whereas none 
of the imidazoles tested (1% solns.) was effective in even reducing the 
levels of the infecting fungi. KP-103 was as active as clotrimazole and 
neliconazole but was less active than lanoconazole and .^tenafine against 
Trichophyton rubrum (MIC at which 80% of isolates are inhibited [MIC80] , 
0.125 mu.g/mL) and Trichophyton mentagrophytes (MIC80, 0.25 .mu.g/mL). 
However, KP-103 (1% soln.) exerted therapeutic efficacy superior to that 
or neticonazole and comparable to those of lanoconazole b utenaf ine 
yielding neg. cultures for all samples from guinea pigs with plantar tinea 
oedis tested. This suggests that KP-103 has better pharmacokinetic 
properties in skin tissue than the ref . drugs. Because the in vitro 
activity of KP-103, unlike those of the ref. drugs against T. 
mentagrophytes was not affected by hair as a keratinic substance, its 
exceUen? therapeutic efficacy seems to be attributable to good retention 
of its antifungal activity in skin tissue, m addn. to its potency. 

" RLit^BAC^ ^Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 

(US Antifungal activity of KP-103 against exptl. plantar tinea pedis and 
cutaneous candidiasis in guinea pigs) 

S J 6 »p^ 4 mIL.™ .alph. . - «. -dlf luorophenyl, - ^-tbyl^- _ 
methylene - . alpha . - ( 1H- 1 , 2 , 4 - triazol - 1 -ylmethyl ) - , ( . alpha . R , . be ta . R) 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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Method for detecting pathogenic microorganism and 
antimicrobial agent, method for evaluating the drug 
effect of antimicrobial agent, and antimicrobial 
agents 

Tatsumi, Yoshiyuki; Yokoo, Mamoru; Nakamura, Kosno; 
Arika, Tadashi 

Kaken Pharmaceutical Co., Ltd., Japan 
PCT Int . Appl . , 42 pp. 
CODEN: PIXXD2 
Patent 
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LANGUAGE : Japanese 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 



KIND DATE APPLICATION NO. DATE 



WO 2001007643 Al 20010201 WO 2000-JP4617 20000711 

W- AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, 
CR CU, CZ, DE, DK, DM, DZ, EE, ES , FI , GB, GD, GE, GH, GM, HR, 
HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, 
LU LV MA, MD, MG, MK, MN, MW, MX, MZ , NO, NZ, PL, PT, RO, RU, 
sd' SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UG, US, UZ, VN, 
YU, ZA, ZW, AM, AZ, BY, KG, KZ, MD, RU, T J , TM 
RW- GH, GM, KE, LS, MW, MZ, SD, SL, SZ , TZ, UG, ZW, AT, BE, CH, CY, 
DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, 
CF CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 
EP 1205559 ' Al 20020515 EP 2000-944390 20000711 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 
IE, SI, LT, LV, FI, RO, MK, CY, AL 
PRIORITY APPLN. INFO.: JP 1999-214369 A 19990728 

WO 2000-JP4617 W 20000711 
OTHER SOURCE (S): MARPAT 134:125925 

GI 



/ (CH 2 )m R 1 
(CH 2 )n R 2 I 
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N OH Me , r „ , 
I I I ,(CH 2 )m 

CH2-C— CH-N /=\ 



I 

Ar 



(CH 2 )n 



Rl 



R2 



II 



AB A novel method for evaluating the drug effect of an antimicrobial agent 
(e g. I and II, with Rl, R2 = H, alkyl, halogen, etc.; m = 2 Or 3; n - 1 
or 2) which comprises eliminating the antimicrobial agent remaining in a 
biol. sample, etc. to thereby accurately evaluate the drug effect of the 
antimicrobial agent without being affected by the remaining antimicrobial 
agent. Remedies for nail mycosis which can be obtained by the drug effect 
evaluation method as described above. 

11 RL^BAC^Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(KP 103; method for detecting pathogenic microorganism and 
antimicrobial agent, method for evaluating the drug effect of 
antimicrobial agent, and antimicrobial agents) 
RN 164650-44-6 HCAPLUS ^ _ „ 

CN l -Piperidineethanol , . alpha . - ( 2 , 4 -di f luorophenyl ) - . beta . -methyl - 4 - 
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methylene - . alpha . - ( 1H- 1 , 2 , 4 - triazol - 1 - yltne thy 1 ) - , ( . alpha . R, . beta . R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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1999:674935 HCAPLUS 
132 :78507 

Synthesis and antifungal activities of 

(2R, 3R) -2-aryl-l-azolyl-3- (substituted 

amino) -2-butanol derivatives as topical antifungal 

agents 

Ogura, Hironobu; Kobayashi , Haruhito; Nagai, Kiyosni; 
Nishida, Tokiko; Naito, Takanobu; Tatsumi, Yoshiyuki; 
Yokoo, Mamoru; Arika, Tadashi 
Development Research Laboratories, Kaken 
Pharmaceutical Co., Ltd., Kyoto, 607-8042, Japan 
Chemical & Pharmaceutical Bulletin (1999), 47(10), 
1417-1425 

CODEN: CPBTAL; ISSN: 0009-2363 
Pharmaceutical Society of Japan 
Journal 
English 

(substituted amino) -2-butanol derivs . were prepd. 



by 



IT 



ring-opening reaction of epoxides with excess amine, and their antifungal 
activities were evaluated as topical agents. Azolyl cyclic amine derivs. 
with a methylene group showed extremely strong activity with a broad 
spectrum in vitro. In general, ant i -Trichophyton mentagrophytes 
activities of most of the topical antifungal agents are substantially 
reduced by addn. of keratin (a major constituent of the keratinized 
tissue). However, one triazole deriv . , (2R, 3R) -2 - (2 , 4 -dif luorophenyl ^ 
(4-™thylenepipe^ [ (-) -KP-103] , 

showed very little deactivation by addn. of keratin This biol . 
characteristic of (2R, 3R) -2 - (2 , 4 -dif luorophenyl ) -3 - (4 - 
methylenepiperidinyl)-l-(lH-l,2,4-triazol-l-yl) : 2-butanol resulted in 
excellent therapeutic efficacy on dermatophytes is superior to that of the 
corresponding imidazole deriv. 
164650-44-6P 164650-45-7P 164650-46-8P 
164650-49-1P 164650-51-5P 164650-52-6P 
164650-53-7P 164650-54-8P 164650-55-9P 
164905-19-5P 164905-20-8P 253682-40-5P 
253682-41-6P 
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RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(prepn. and topical antifungal activity of (aryl) (azolyl) butanol 

derivs . ) 
RN 164650-44-6 HCAPLUS 

CN l-Piperidineethanol, . alpha . - (2 , 4 -dif luorophenyl) - .beta . -methyl -4- 

methylene-. alpha. - (1H- 1 , 2 , 4 - triazol- 1-ylmethyl) -, (. alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




F 



RN 164650-45-7 HCAPLUS 

CN l-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) -. beta . -methyl -4 - 

methylene -.alpha. - (1H-1 , 2 , 4 -triazol-l-ylmethyl) - , ( .alpha. S, .beta.S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 164650-46-8 HCAPLUS , 

CN l-Piperidineethanol, . alpha .- (2 , 4-dif luorophenyl) -. alpha (lH-imidazol-l- 

ylmethyl)-.beta.-methyl-4-methylene-, ( .alpha. R, .beta.R) - (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 164650-49-1 HCAPLUS 

CN 1 -Piperidineethanol , . alpha . - (2 , 4 -dif luorophenyl ) -4 -ethylidene- . beta . - 
methyl- .alpha. - (1H-1, 2 , 4-triazol-l-ylmethyl) -, ( .alpha. R, .beta.R) -rel- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




Me 



F 



RN 164650-51-5 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) - . beta . -methyl -4 - 
(phenylmethylene) - . alpha . - (1H-1, 2 , 4-triazol-l-ylmethyl) - , 
(. alpha. R, .beta.R) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 




F 



RN 164 650-52-6 HCAPLUS 

CN l-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) -4- (diphenylmethylene) - 
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.beta. -methyl-. alpha. -(1H-1, 2, 4-triazol-l-ylmethyl) - , (. alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




CPh 2 



RN 
CN 



164650-53-7 HCAPLUS 

1-Piperidineethanol, .alpha. - (2 , 4-dif luorophenyl) - .beta . -methyl-4- [2- 
propenylidene) - .alpha. - (1H-1 , 2 , 4-triazol-l-ylmethyl) 
(9CI) (CA INDEX NAME) 



( . alpha. R, .beta.R) - 



Absolute stereochemistry. Rotation (-) 




CH 2 



RN 164650-54-8 HCAPLUS 

CN 1 -Piperidineethanol , . alpha . - (2 , 4 -dif luorophenyl ) - . beta . -methyl - 3 - 

methylene -.alpha.- (1H-1, 2 , 4-triazol-l-ylmethyl) -, (. alpha. R, .beta.R) 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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Me 




F 



RN 164650-55-9 HCAPLUS 

CN 1H-1, 2 , 4-Triazole-l-ethanol , . alpha. - (2 , 4-dif luorophenyl) - .alpha. - [ (1R) -1- 
(3-methylene-l-pyrrolidinyl) ethyl] -, (. alpha. R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



F 




RN 164905-19-5 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - ( 2 , 4 -dif luorophenyl ) - .beta. -methyl -4- 

methylene- .alpha. - (1H-1 , 2 , 4 - triazol -1-ylmethyl) -, (. alpha. R, .beta.R) -rel- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 




F 
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RN 164905-20-8 HCAPLUS 

CN 1-Piperidirieethanol, .alpha. - (2 , 4 -dif luorophenyl ) -.alpha. - (lH-imidazol-1- 
ylmethyl) - .beta . -methyl -4 -methylene- , ( .alpha. R, .beta.R) -rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 253682-40-5 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dichlorophenyl) -. beta . -methyl-4 - 

methylene- .alpha. - (1H-1 , 2 , 4 -triazol-l-ylmethyl) -, (. alpha. R, .beta.R) -rel- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 




CI 



RN 253682-41-6 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (4 -chlorophenyl) - .beta. -methyl-4 -methylene- 

. alpha.- (lH-l,2,4-triazol-l-ylmethyl) -, (. alpha. R, .beta.R) -rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry . 
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US 1997-781204 19970109 
OTHER SOURCE (S): MAR PAT 123:55887 

GI 



N 



I) \\ OH Me , 
X - N ^ I I /(CH 2 ) m Rl 

CH 2 — C-CH-N 

I ^(CH 2)n ^ R2 



AB Title compds. I [R = (un) substituted Ph; Rl, R2 = H, alkyl, 

(un) substituted aryl, alkenyl, alkynyl, aralkyl; m=2, 3;n=l, 2;X= 
N, CH] and their acid-addn . salts , useful as fungicides, were prepd. Thus, 
4-methylenepiperidine hydrochloride was treated with aq. KOH and the free 
base was refluxed with (2R, 3S) -2- (2, 4-dif luorophenyl) -3 -methyl-2 - [ (1H- 
1, 2 , 4-triazol-l-yl) methyl] oxirane in aq. EtOH for 24 h to give 54.0% 
(2R,3S) -2- (2 , 4-dif luorophenyl) -3- (4 -methylenepiperidin-l-yl) -1- (1H-1,2,4- 
triazol-l-yl)butan-2-ol (II). II had a min. inhibitory concn. of <0.025 
.mu.g/mL against Candida albicans ATCC 10259. Formulations contg. I were 
given . 

IT 164650-44-6P 164650-45-7P 164650-46-8P 
164650-47-9P 164650-48-0P 164650-49-1P 
164650-51-5P 164650-53-7P 164650-54-8P 
164650-55-9P 164905-19-5P 164905-20-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(prepn. of azolylamine derivs. as fungicides) 
RN 164650-44-6 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl ) - .beta. -methyl -4- 

methylene- .alpha. - (1H-1, 2 , 4-triazol-l-ylmethyl) -, ( . alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation (-) . 




RN 164650-45-7 HCAPLUS 

CN l-Piperidineethanol , . alpha. - (2 , 4 -dif luorophenyl ) - .beta. -methyl -4- 

methylene- .alpha. - (1H-1, 2 , 4-triazol-l-ylmethyl) - , ( .alpha. S, .beta.S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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Me 




F 



RN 164650-46-8 HCAPLUS 

CN 1-Piperidineethanol , . alpha .-(2,4 -dif luorophenyl) - . alpha . - (lH-imidazol-1- 
ylmethyl) - .beta. -methyl -4 -methylene-, (. alpha . R, . beta . R) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 164650-47-9 HCAPLUS 

CN 1 - Piper idineethanol , .alpha. - (4 -chlorophenyl ) - .beta. -methyl -4 -methylene - 
.alpha. - (lH-l,2,4-triazol-l-ylmethyl) -, [R-(R*,R*)]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




CI 



RN 164650-48-0 HCAPLUS 

CN 1-Piperidineethanol , . alpha . - (2 , 4 -dichlorophenyl ) - .beta . -methyl-4- 

me thy lene- .alpha. - ( 1H- 1 , 2 , 4 -triazol -1-ylmethyl ) -, [R- (R*,R*) ] - (9CI) (CA 
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INDEX NAME) 



Absolute stereochemistry. 



Me 




CH 2 



T 



CI 



RN 164650-49-1 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2, 4 -dif luorophenyl) -4 -ethylidene- .beta. - 
methyl- .alpha . - (1H-1, 2 , 4 - triazol - 1 -ylmethyl) - , ( . alpha . R, .beta .R) -rel- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



RN 16465 0-51-5 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) - .beta. -methyl-4- 
(phenylmethylene) - .alpha. - (1H-1, 2 , 4-triazol-l-ylmethyl) -, 
( .alpha. R # .beta. R) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 




F 
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Me 




F 



RN 164650-53-7 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) - .beta. -methyl -4- (2- 

propenylidene) - .alpha. - (1H-1, 2 , 4 -triazol - 1-ylmethyl) - , ( . alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




F 



RN 164650-54-8 HCAPLUS 

CN l-Piperidineethanol, .alpha. - ( 2 , 4 -dif luorophenyl ) - .beta. -methyl -3- 

methylene- .alpha. - (1H-1, 2 , 4 -triazol -1-ylmethyl) - , ( . alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




F 
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RN 164650-55-9 HCAPLUS 

CN lH-l,2,4-Triazole-l-ethanol, .alpha. - (2 , 4-dif luorophenyl) - .alpha. - [ (1R) -1- 
( 3 -methylene- 1 -pyrrol idinyl) ethyl] -, (. alpha. R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 164 905-19-5 HCAPLUS 

CN 1-Piperidineethanol , .alpha. - (2, 4-dif luorophenyl) - .beta. -methyl -4 - 

methylene- . alpha . - (1H-1 , 2 , 4-triazol-l-ylmethyl) - , ( . alpha .R, .beta .R) -rel- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me 




CH 2 



F 



RN 164905-20-8 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) - .alpha. - (lH-imidazol-1- 
ylmethyl) - .beta. -methyl -4 -methylene- , ( .alpha. R, .beta.R) -rel- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 
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IT 164650-61-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of azolylamine derivs . as fungicides) 
RN 164650-61-7 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) - .beta. -methyl- .alpha. - 
(lH-l,2,4-triazol-l-ylmethyl) -4 -methylene- , [R- (R*,R*) ] 
mono (4-methylbenzenesulfonate) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 164650-44-6 
CMF C18 H22 F2 N4 0 

Absolute stereochemistry. Rotation (-) . 




CH 2 



F 



CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 




IT 164650-50-4P 164650-52-6P 
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RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(prepn. of azolylamine derivs . as fungicides) 
RN 164650-50-4 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4-dif luorophenyl) -4 -hexylidene- . beta . - 
methyl- .alpha. - (1H-1, 2 , 4-triazol-l-ylmethyl) -, [R- (R* f R*) ] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 



RN 164650-52-6 HCAPLUS 

CN 1-Piperidineethanol, .alpha. - (2 , 4 -dif luorophenyl) -4- (diphenylmethylene) - 
.beta. -methyl- .alpha. - ( 1H- 1 , 2 , 4 -triazol-l-ylmethyl ) -, (. alpha. R, .beta.R) - 
(9CI) (CA INDEX NAME) 

Ab solute stereochemistry. Rotation (-) . 




Me 



F 




F 
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